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ABSTRACT : 

PURPOSE: To obtain the title drug by using acridines 
including some novel 

compounds as an active ingredient, thus having excellent 
reverse transcriptase 

inhibitory activity against human immunodeficiency virus 
(HIV) with weak 

cytotoxicity, thus being expected to treat AIDS. 



CONSTITUTION: The objective inhibitor contains, as an 
active ingredient, an 

acridine derivative of formula I [R is alkylene, formula II 
(R<SB>2</SB>, 

R<SB>2</SB>' are H, lower alkyl, amino, lower alkyl, n is 0 
or 1) ; R<SB>1</SB> 

is lower alkyl; X is halogen; Y is basic group] or its acid 
adduct, for 

example, a novel compound of formula III [R 1 is alkylene, 
formula IV 

(R<SB>2</SB>" is lower alkylene, amino- lower-alkyl) ; 
formula V, formula VI, 

formula VII; where, when R' is alkylene, Y is a group other 
than -NH<SB>2</SB>] 

or its acid adduct. The compound of formula I is obtained 
by condensation 

reaction of a compound of formula VIII (X'=X) with an amine 
of formula IV. The 

amount of the active ingredient in the preparation is 
0 . Ol∼ lOOwt . % . 
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CH a 

3. r^5lftT?7<0 f/£t'J ^ r -ch-cch,;.- 

^Xt'J i IT iE -t * o 



4. ^I12l8f7iO fN.N'-J TN f N-J 
t ff iEi" 4 o 

Re 

5. f*i§&14jflf7§<0 r-NH-C=NHJ & |~— NH— 

R« 

i 

-C=NH J t ff iE -f 4 o 

riU^J i ff iE ~T * o 

7. H»16l5fflO ri«C»J * riC«J iff 
iE "f * o 

8. 17IT^e> 6ftiO TRNasoJ * 
TRNaseJ i ff iE *t * „ 

9. H%2iH&3S*aff:6'toNo i & 210 

fTfcfctf* MSCM+H])* Offl^*n*nTI2 
O & 0 ff iE-f * 0 

ft^^No. f 3 02, 30 5J * T302,30 4j 

t ff iEi" *o 

fb-^^No. 21^ T3 28, 3 3 0J F344, 3 4 6j 



10. H » 2 1 M T * 6 2 15 § © TB J * TCJ iff 
iE-f *o 

11. W IB 2 1 M * T ff O TCJ * TBJ t IT IE -f * „ 

12. rai21IOftTfT<OjXK:^(7)XijfAtio 

I" 2 ) MSrt*fc*%>#Jfi*iflflfc*trt: 
t K X hmw&ft t mmtiLftfr + tttivi * y * 

^to J 

13. BB21IT^6 3filo T7y*yJ t T7 

14. 21 3i^o TR/tJ 

r R / « ( f V iJ a* TLC)J i ff iE -f 4 0 

15. H»2«T^e> 61TBO TOD, ,0D J t 
rCD,ODJ t ff JEi^^o 

16. I^S 23 4 O TR/teJ * f R / fit 
( ATLOJ i ff IE -f 6 o 
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17. |igS|2 3M(i£i)OAO?70rT>'*i'J* 

r7^^7*su ttriE-f^p 

18. m ff'23 J! ( £ 1 )0 I* B J *r I" C J £ IT IE ~T 

19. i^^23M(iii)o rcj * r b j t u je -r 

So 

r ( a 2 ) m s « * ft # » * ; a * i <a * * tr 

^ to J 



E8B¥1-221364 (9) 
^ *2*g *m ih « 

1 . 9 ft <o X * 

h i vac?»*ffls«fe 

3. » ie * r * s 

*ftt<oH* « sf m m a 

. XVBAJIIIZ Ji^NI STB 14*23* 
W S A «£«S4fc*W5«£ 

4. a a 

(6126) # a ± « o ft aiv; 
* ft 7c *e 4 n 1 8 0 

6. ffi IE «> « * 

¥i«7c*2 a 17 B#iam«#«»iEt 

<o« IE 

7. » iE O « 3 

wi ia in # n ' t - 

20l 



4, 



» ie <o n » 

(1) ¥ J5* 7D 2 J! 17 Btf^&?»IE»<0£4 

I t 6 4 ii i ( ^ 1 5 s ) o rw m 2 sij 
* r fg 2 2 h j * st ie r * <, 



si 
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